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CHHTE3 ¢ IIPEBPATIEHMSA
4-METHNJI-6-METOKCHUMETWJI-3-TUAHO-2(1H)-
NUPUAWHTHOHA

HyxneodunpHeM 3aMEIEHUEM XJI0pa 4-MeTHUI-6-MEeTOKCUMETUII-3-IHAaH0-2-
XJOPHMPUEHMHA Ha MEPKAITOIPYIIIY HOJIYYeH COOTBETCTBYION A 2 (1 H) -IpuueTHOH.
ATKuUIMpPOBaHMe ero raJIoreHIpor3BoEbMY B nprcyTcTBiu KOH npoxogur peruocesiex-
TUBHO ¢ 00pasoBaHMeM S-anKuInpousBonubix. [ukmsanuer 1o Topuy—IL{urnepy S-
AJIKYUIIPOM3BOJHBIX, COREPKAINUX aKTUBHYIO METHIICHOBYIO IPYIILY, [OJIy9EHbl HOBbIS
3-amuHOTHEHO [ 2,3-b) nupuauaeL.

2-ANKANTACHHPUNUHE W 3-AMUHOTHEHO [2,3-5 |nupramesl PEACTABIISIIOT
MHTEPEC KaK NOTEHIUAIBHEE OMOJOTMUECKY aKTHBHEE BEH[ECTBA M CHHTOHE] IS
HOCTPOEHMS NOJIMKOHACHCHPOBAHHBIX reTeponukmmueckux cucrem [1—3 ] Pamee
HAM¥ TOKA34HO MPEMMYINECTBO AJIKWAMPOBAHMS 3aMEINeHHRX 3-muano-2(1H)-
NHAPUAAHTHOHOB XUMIUECKUM METONOM II0 CPABHEHMIO C THOAJKWJIMPOBAHHEM
2-rajoreH-3-NuaHOIAPHIMHA SIEKTPOXuMHIUEcKr [4, 5], mosTomy B mpomomxe-
are paboT IO CHHTE3Y 3aMEMEHHBIX 2-THOANKWI- ¥ THeHO [2,3-b Innpununos
HaMU OCYHIECTBJIEHO HYKICODWIbHOE 3aMEMEHAE X0pa B 4-MeTwi-0-MeToKCH-
METHI-3-UMaH0-2-XJIOPIAPHUINHE HA MEPKANTOTPYIIIY W MOJAYUYCH NUPUAHHTHAOH
II, KOTOpHIA Aaiee AKIIXPOBANY C UCIIOIb30BAHAECM CTAHNAPTHON MeTonuky [4 ].

Me Me Me
~ CN
CN CN X
O &= O
e —
_NH N
MeOCH; N7 ~Ci MeOCH,” N7 S—cZ _ -HCl | MeOCHj N S

a

! - 11

Heprmaarron 11 ofpasyercd HEMOCPENCTBEHHO B PEAKIMOHHOW CMECH IIPH
B3aUMONCHCTBUM XJODOMPUAMHA | ¢ THOMOUEBWHOM B KWOgmeMm OyTaHone B
PE3YAbTATE PA3JI0KERUS EPBOHAYANBHO 00pa3yOmelics H30THYPOHAEBOM COMH.
XapaxTepucTiky coenmuernd 11 npusenenst B rabmmax 1—3.

Me Me Me
CN CN CN

X KOH O RHal O

I o —_—
KOH
MeoCH? N S MeOCH, N STK* MeOCH; N SR
- H -
13 Ia—u Va—u

I, IV a R = n-C;Hy; 6 = n-C,;Hg; 3 R = CH,COOH; r R = CH,COOEt;
1R = CH,CONH,; ¢ R = CH,CH,COOE; x R = CH;COCH;(OH);-3.4;
3 R = CH,CO-Ad-1; u R = CH,C0—<]
II0L, IV a,, Hal = I; §,r,e Hal = Br; x,3,u Hal = Cl
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Anxmmaposamme nupugmaTuona 11 anxwiramoreswnavz (111 mposommmm B
mmmeruadopMamune B rnprcytcrBmy KOH mpuw 5KBUMOISPHOM COOTHONIEHUH
pearcHToB. Peaknus MpoTeKaeT PETHOCEAEKTHRHO IO aTOMY CEPHL, HE3aBUCHMO OT
npuponsl ranoreEmaos 111 u ycrosmil cuATE3a, W DPUBONAT K 3AMEIICHHBIM IO
atomy cepsl THommpunuEamM (IVa—w) ¢ seixomamu 62...929%, (rabx. 1).

TaGanuma 1

XapakTepHECTHKY CHHTE3HPOBAHHBIX COEIUHECHHA

Haligeno, %
Coepu- BpyrTo- BEERCEH0, % T oC Brxon, %
HeHue dhopmyia W B
C H N S

i} CoH1oN20S 55,61 5,18 14,44 16,52 204...206 63
55,65 5,19 14,42 16,51

IVa C12HisN20S 60,82 6,77 11,69 13,44 Macno 91
60,99 6,82 11,85 13,57

V6 Ci13H1sN20S8 62,28 7,13 11,06 12,64 Macno 87
62,37 7,25 11,19 12,81

IVs C11Hi12N203S 52,34 4,70 11,11 12,52 103...105 62
52,37 4,79 11,10 12,76

IVr Ci13H16N203S 56,69 5,62 9,83 11,29 67...68 87
56,70 5,75 9,99 11,44

Vn C11H13N3028 52,41 5,03 16,60 12,59 129...130 89
52,57 s 16,72 12,76

Ve Ci14H1sN203S 57.05 6,10 9,38 10,74 83...84 83
57,12 6,16 9,52 10,81

IVx Ci7H1sN204S 59,15 4,52 8,00 9,17 1i3...114 85
59,29 4,68 8,14 ,31

Vs Co1HasN202S 67,95 6,98 7.42 8,51 71...72 88
68,07 7,07 7,56 8,65

IVu C14H16N2028 60,71 5,73 10,02 11,47 Macno 90
60,84 5,84 10,14 11,60

Va C11H12N2038 52,28 4,79 11,01 12,69 154...155 59
52,37 4,79 11,10 12,71

V6 Ci3Hi16N203S 55,62 5,42 9.68 11,35 132...133 83
55,70 5,75 9,99 11,44

Vs C11H13N3028 52,41 5,17 16,60 12,62 232...233 92
52,57 5,21 16,72 12,76

Vr C21H26N2028 68.01 6,99 7,48 8,57 >200 85
68,07 7,07 7,56 8,65 pasin.

Vx C17H16N204S 59,18 4,61 8.06 9,24 >200 82

) 59,29 4,68 8,1 9,31 pasi.

Ve C17H15N3048 57,05 4,15 11,69 8,89 >200 79

57,13 4,23 11,76 8,97 pasi.

Ipz anxunmposasmm O-mermi-4-meroxcumeTwi-3-nuaso-2 (1 H) -mapamas-
THOHA IPOFOJIKUTENBHOCT peakimy Ha 1...2 U MeHBIIE, UEM HPH aJIKAIMPOBAHAHA
COOTBETCTBYIOMIMMY AJTKIUITAJOTEHMAMY €TI0 CTPYKTYPHOTO HM30MEDPA TIMPHIHH-
maoga 11 [3]. D10, mo-BuamMoOMy, CBI33aHO C B3AMMHBIM HPOCTPABCTBEHHEIM
Y 3ICKTPOHHBIM BIWSHHEM 3aMecTureied B mmpuwruHoBoM supe. Crpoerme
2-tuonankummmpunuaos  (IVa—m) HOATBEPXIEHO CHCKTPAJBHBIMA JaHHBIMEA
(tabu. 3).

uxmazanug no Topoy—mmiepy TpoAyKTOB aNKWINPOBAHKS THMPHIAHETHO-
Ha [, mMeromux B 3amecTaTene R aKTHRHYIO METHACHOBYIO IPYIILY, OPHBOIKT K
COOTBETCTBYIOIMEM 3-aMuuoThero [2,3-5 Jmapuauaam (Va—e), KOTODEIE MOIYT
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Ta6banunoa 2

MK CIeKrpsl CHHTE3MPOBAHHBIX COCIMHEHHAH

Coemu- UK coexrp, ¥V, CM_1
HEHHUC
CN C=C, C=N C—-0—-C Cco N—H

I 2200 1600, 1560 1120, 1090 — —

Iva 2205 1570 1095 — —

1ve6 2195 1570 1095 — —

Ve 2210 1580 1095, 1140 1710 —

Ivr 2210 1570 1130, 1080 1720 —

IVp 2205 1570, 1610 1090, 1120 1630 —

Ve 2210 1570 1130, 1100, 1720 —
1020

IVx* 2210 1575 1130, 1090 1650 —

V3 2220 1580 1125, 1080, 1700 —
1060

Va — 1580, 1630 1060, 1125 1730 3390, 3275

V6 — 1550, 1560, 1070, 1100 1670 3240, 3350

1595
VB — 1590 1070 1625 - 3130, 3290
3340, 3460

Vr — 1590, 1550 1115, 1080, 1700 3410, 3270
1030

Vo — 1560 ¢ 1120, 1095 1650 3250...3450

w. ¢ (N—H,0H)

Ve — 1555 1120, 1070, 1660 3340, 3245

1055

* IVx 3450...3250 em L, m. ¢ (Vou)-

OBITH MOJYUEHBI TAKXKE HEIOCPENCTBEHHO ANKUIMPOBAHWEM mUpuguHTHOHA 11
B HpUCYTCTBHE NByxKpaTHoro koanuectsa KOH, 6e3 poineneHus IpoMexy TOUHO-
TO MPONYKTA.

Me NH,

2KOH = KOH
= [ Y= =2

I + RHal < IVe—,x,3

X, S
MeOCH; N
Iz—x Va-e
I x R = CH,CH/NO,4; VaZ=COOH;6Z=COOEt; 8 Z= CONH,;
r Z= COAd-1; 5 Z = COCH,(OH),-34; ¢ Z = COCH,NO,-4

B UK comexrpax tmeso[2,3-bjoupummsor V OTCYTCTByeT IOMOCA vC = N,
CONEPXAIMAdCT B CHEKTPAX HUCXONHHX TWPHAWHTHOHA 1] ¥ aIKMITHOTMPHIHHOB
(IVeB—a,%,3), a TaKXKe HOFBASETCH pax mojoc B obaactu 3460...3130 oM -,
OTHOCAMAXCA K BAJEHTHHIM Komebammeam rpymmsl NH2 (taba. 2). B cmexrtpax
IIMP smecro cursaios rpynnsl S—CH? mogriasrorcs xapakTepHBIE CHHIIETH
aMpHOTpyImiEl B o6nacta 6,73...8,30 M. 4., YTO COOTBETCTBYET HAHHBIM paGoTHL
[6] (Tabx. 3).
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SKCHEPUMEHTAJIBHAY YACTH

Cnexrpe: IIMP perucrpupoBaiu Ha paguocnexrpomerpe Bruker WM-250 8 CDCls jurst coemumesumin
IVx, V6,8 B IMCO-Ds. MK criexTps! noiydens: Ha cruexrpodoromerpe Specord IR-75 Ans cycnemsuii B
Ba3eJMHOBOM Macsie. KOHTPOIb 32 XOHOM PeakIiuy M YMCTOTOM [OAYUCHHBIX BEIIECTB OCYIIECTBIISLIN
metomom TCX sa mractunkax Silufol UV-254, smoent rekcan—auertod, (1...2) : 1, npossiaenze napamu
MOoxa vk pacrsopoM KMnO4.

XapaxTepUCTUKH CHHTE3VPOBAHHBIX COENUHEHMH npuseeHsl B Tabr. 1 —3.

4-Metun-6-MeToxcumeTun-2-SR-3-nuanonupuause: (IVa—u). Cvecs 10 MMOJIb TMPUIMHTHOHA
II B 20...25 M1 IMPA, 10 mmoas 109, KOH u 10 mmoms anxmranoresuaa Ila—wu BRIEPIKUBAIOT
2...7 4 TIpM KOMHATHOM Temueparype, mocie uero nobasnsior 5...10 mu Bomsl. BoIimaBmuil 0CamoK
npoxykra peaxuuu (IVa—u) OTAeNsIOT, NPOMBIBAIOT BOZOM U IIEPEKPUCTAIUIM30BBIBAIOT U3 CIIMPTA.

3- AMEHO-2-TR-4-MeTAI-6-METOKCHMETAITHEHO [2,3-b}mmprauast (Va—e). A. Cvecs 10 Mvons
nupupuHTHOEA IVa—e, 20...25 M1 IM®A u 20 mmMons KOH (10% pacrsop) sbimepxxusaior 4...10 g
IpY KOMHATHOHU TEMIIEPaType. 3aTeM pastaBngioT 2...3-KPATHBIM KOAUIECTEOM BOJBL, OCAK0K OTAEISIOT,
BBICYIIHMBAIOT U [IEPEKPHCTAILIM3OBBIBAIOT U3 CIIUPTA.

b. Cmecs 10 mmons 2-anxunrronupupvaa [Ve—i,x,3, 20...25 vt IM®A 1 10 mvoas KOH (109,
BOAHBI PACTBOP) BBIZEPXKMUBAIOT [IPU KOMHATHOM Temueparype 2...10 4. Cyecs pasbasnsioT 2...3-kpaT-
HBIM KOJMYECTBOM BOIBI, OCTATOK OTHENsroT. YIpORyKT peakuuy Va— NepeKpUCTaILIH3OBbIBAIOT U3
cnupra.

Inst coepmuerus V6 1o cnocobam A u B #HE06X0MMO JONONHHUTENLHOE BRINEPXUBAHYE PEAKIIMOH-
HOM Macchl B Teuenue S u. Jlaee IpOAYKT BBIKENSIOT, KAK OIUCAHO BBILIE.

3- AMHHO-2-KapOOKCH-4-METII-6-MeTOKCAMETHITAEHO [2,3-b] mapunms (Va). K pacreopy ITu-
J1aTa HATPUS, TTOJYYEHHOTO U3 7 MMOJIb METAJUIMIECKOTo HaTpus 1 20 Mt sTaH0a, 06assroT 3,4 MMOIb
coemuuenmsa IVe. Cmech kunarsr 2 4. PacTBOpUTENs YHAPMBAOT HATOJOBUHY M ITOCHE OXJIAXAEHUS
PEAKIMOHHYI0 MacCy noakucazor 10%, Boxusmv pacteopom HCl no semanerus ocaaxa. TueHOMMpUANE
Va nepeKkpUCTaNIM30BBIBAIOT U3 CIIUPTA.

Tab6nunoa 3

Coextpel ITMP HEKOTOPHIX CHHTE3UDOBAHHBLIX COENMHEHMH

XUMMYECKAE CHBHULH, 5, M. A (, Tm)
Coe)m;
HCHHC J]pyI‘I/IE HpOTOHbI
CHsHeh | ocns SCH, oc | BHet (on. R, Z)
I 2,42 3,37 ¢ — 4,38 ¢ 6,78 12,8 (1H, yur. ¢, NH)
V6 2,49 3,49 ¢ 3,23 4,53 ¢ 7,06 0,95 (3H, 1, CH3, J =17.5);
(2H, T, 1,26...1,72 (44, », ZCH)
J=1,5
1Ve 2,48 3,48 4,12 ¢ 4,48 7,18 —
Ivr 2,51 3,47 ¢ 397 ¢ 4,48 ¢ 7,12 1,28 (3H, 1, CH3, J=17,1);
4,20 (2H, x, OCHCHs, J =17,1)
IV 2,47 3,40 ¢ 3,93 ¢ 4,50 ¢ 7,22 7,03 (1H, yur. c, NH);
7,48 (1H, yur. ¢, NH)
Ve 2,49 3,48...3,75 4,52 ¢ 7,10 1,28 (2H, M, CH3J =17,3);
(5H, M, Z0CH3, 2,76 (2H, T, SCHhCH, J = 7,3);
SCHy) 4,18 (2H, x, OCH»CHs, J =17,3)
IVu 2,28 3,25¢ 3,96 ¢ 4,26 ¢ 6,93 0,7...1,0 (SH, M, C3Hs
Vo6 2,80 3,48 ¢ — 4,55¢ 7,20 1,30 (3H, 1, CH3, J =17,1);
4,28 (2H, x, OCHxCHs, J =17,1);
6,73 (2H, ym. ¢, NH>—Het)
Vs 2,78 3,37 ¢ — 4,53 ¢ 7,18 6,28 (2H, yw. c, NH2);
7,05 (ZH, yu. ¢, NH>)
Ve 2,76 3,28 ¢ — 4,62 ¢ 7,08 7,68...8,01 (4H, M, CsHa)
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